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or pharmaceutical acceptable salts thei^of wherein: 




a) H, 

b) NHj, 

c) NH-Ci^ alkyl, 

d) C,^ alkyl, 

e) -OC,^ alkyl, 

f) -S Ci^ alkyl, 

g) C,^ alkyl substituted with 1-3 F, 1-2 CI, CN or -COOCj^ alkyl, 
li) cycloalkyl, 

i) N(Ci^ alkyDa or 

j) N(CHj)„; 

A is 



b) 



c) 
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d) a 5-membered heteroaromatic moiety having one to three atoms 
selected from the group consisting of S, N, and O, 
wherein the 5-membered heteroaromatic moiety is bonded via a carbon 
atom, 

wherein the 6-membered heteroaromatic moiety can additionally have 
a fiised-on benzene or naphthyl ring, 

wherein the heteroaromatic moiety is optionally substituted with one 

to three R^, 



e) a 6-membered heteroaromatic moiety having at least one nitrogen 
atom, 

wherein the heteroaromatic moiety is bonded via a carbon 
atom, 

wherein the 6-membered heteroaromatic moiety can additionally have 
a fused-on benzene or naphthyl ring, 

wherein the heteroaromatic moiety is optionally substituted with one 

to three R55, 

f) a P-carbolin-3-yl, or indolizinyl bonded via the 6-membered ring, 
optionally substituted with one to three R55, 
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wherein Rj is 

a) H. 

b) F, 

c) CI, 

d) Br. 

e) Ci^ alkyl. 



is 



f) NOj, or 

g) Rj and R, taken together are -0-(CH2V0-; 

a) -S(=0)i R,. 

b) -S(=0)j-N=S(0)iRsRc. 

c) -SC(=0)R,. 

d) -C(=0)R„ 

e) -C(=0)R3. 

f) -C(=0)NRioRii. 

g) -C(=NR„)R8, 

h) -C(R8XR„)-ORi3. 

i) -aR9XRx,)-ORi3. 

j) -C(R,XRiiHXX=0)Rj3, 

k) -C(R9XR„)-OC(=0)Ri3. 

1) -NRioRij, 

m) -N(R,o)-C(=0)R„ 

n) -N(R,o)-S(=0)iR,. 

0) -C(ORi4XOR,s)R8, 

p) -C(R,XRx6)-NRioRii, or 

q) alkyl substituted with one or more =0 other than at alpha 

position, -S(=0)iR„, -NR^oRn, C^^ alkenyl, or C« alkynyl; 

a) alkyl optionally substituted with one or more halos, OH, CN, 

NRioRii, or -COjRu, 
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b) alkenyl. 

c) -NR,,R,„ 

d) -N,. 

€) -NHC(=0)R7. 

f) -NR«C(=0)R„ 

g) -N(R,g)2, 

h) -NR,sR,3, or 

i) -NR„R2o, 

Rj and at each occurrence are the same or different and are 

a) Ci.2 alkyl, or 

b) Rj and R^ taken together are -(Cll^\-; 

R, is C,^ alkyl optionally substituted with one or more halos; 
Rsis 

a) H, or 

b) Ci^ alkyl optionally substituted with one or more halos, or 



Rg is all^I substituted with one or more 

a) -S(=0)R„, 

b) -ORu, 

c) -0C(=0)Rx3, 

d) -NRioRii, or 

e) C,^ alkenyl optionally substituted with CHO; 

Rio and R,, at each occurrence are the same or different and are 

a) H, 

b) Ci^ alkyl, or 

c) C„ cycloallQ^l; 



cycloalkyl; 



c) 



a) 



b) 



-NR,oRn, 
-OR,o; or 
-NHC(=0)Rio; 



FORM PTORSP 
Rev. 5/1999 



PATENT/ Docket No. 6267.N 
Serial No. 09/836.804 
Page 6 

Ri3 is 

a) H, or 

b) C,^ alkyl; 

Ri4 and R,5 at each occurrence are the same or different and are 

a) alkyl, or 

b) R,^ and Ru taken together are -<CH),-; 

R,6 is 

a) H. 

b) C,^ alkyl, or 
C„ qrcloalkyl; 

R„ is 

a) alkyl, or 

b) C„ cycloalfcyl; 

R,j is 

a) H, 

b) C,^ alkyl, 

c) alkenyl, 

d) cycloalkyl, 

e) -ORu or 

f) -NR21R22; 

Rjsis 

a) CI. 

b) Br, or 
0 I; 

R30 is a physiologically acceptable cation; 

R21 and R22 at each occurrence are the same or different and are 

a) H, 

b) alkyl, or 

c) -NR21R22 taken together are -(CHa)^-; 

wherein R23 and R24 at each occurrence are the same or different and are 

a) H, 

b) F, 
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c) CI. 

d) C,.2 alkyl, 

e) CN 

f) OH, 

g) C,.2 alkoxy, 

h) nitro, or 

i) amino; 
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1) 



m) 

n) 

o) 

P) 

q) 

r) 



a diazinyl group optionally substituted with X and Y, 
a triazinyl group optionally substituted with X and Y, 
a quinolinyl group optionally substituted with X and Y, 
a quinoxalinyl group optionally substituted with X and Y, 
a naphthyridinyl group optionally substituted with X and Y, 



f N 



s) 




N 



(CH2)w 



t) 




u) 



107 



> N 
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bb) X 




I 



Q and Rj* taken together are 



Rioe 




wherein Z' is 

a) -CHj-, 

b) -CH(R*">*)-CH2-, 

c) -aO)-, or 

d) -CHjCHjCHjS 

wherein is 

a) -OjS-, 

b) -0-, 

c) -N(R'<")-, 

d) -OS-, or 

e) -S-; 
wherein Z^ is 

a) -OS-, 

b) -0-. 

c) -OS-, or 

d) -S-; 
wherein A* is 

a) H-, or 

b) CH3; 
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wherein 


is 


a) 


H-. 


b) 


H0-, 


0 


CH3-, 


d) 


CH,0-, 


e) 


R""0-CH2-C(0)-NH- 


0 


R'*^0-C(0)-NH-, 


g) 


(Ci-Cj)alkyl-O-aO)-, 


h) 


HO-CHj-, 


i) 


CH3O-NH-, 


j) 


(C,-C3)alkyl-02C- 


k) 


CHs-CXO)-. 


1) 


CHs-CXO-CHj-, 



m) 
n) 




, or 



A* and A* taken together are: 




b) 0= , or 
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c) 




N = 



wherein R^*" is 

a) H-. 

b) CH3-. 

c) phenyl-CHj-, or 

d) CHjCKO)-; 

wherein R**° is 

a) (Ci-Cs)allqrl-, or 

b) phenyl-; 
wherein R'*** is 

a) H-, or 

b) HO-; 
wherein R^*** is 

a) H-, 

b) (Ci-C3)alkyl-, 

c) CHj = CH-CHj-, or 

d) CHj-CKCHjV; 
wherein R'-^ is 



a) 


CHj-aO)-, 


b) 


H-C(O)-. 


c) 


C1,CH-C(0)-, 


d) 


H0CH2-C(0)-, 


e) 


CH3SO,-, 



0 
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g) FjCHaO)-. 

b) N^N-C{0)- 

i) HjC-aO-O-CHj-aO)-, 
j) H-aO)-0-CH2-C(0)-. 

k) ^C(0)- 

1) HCfeCXJHjO-CHa-CXOK c 
m) phenyl-CHj-O-CHj-aO)-; 

wherein R'*" is 

a) R'"0-C(R"**)(R"')-C(0)-, 

b) R^~0-C(0)-. 

c) R^'»-aO)-, 

^ H 

O 

e) o^**^ 

" H 

f) H3(MXO)-(CH2)j-C(0)-, 

g) R'^-SOj-, 




i) HO-CHj-aO)-, 
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j) R"*-(CH,V. 

k) R"'-C(0)-0-CH2-aO)-, 

1) (CH,),N^H,-C(0)-NH-. 

m) NC-CHj-. 

n) Fj-CH-CHj-, or 

0) R'*°R'"NS02 

wherein R"^ is 



a) 


H-. 


b) 


(C,-CJalkyl. 


c) 


aryl -iCH^\, 


d) 


ClHjC-, 


e) 


CljHC-. 


f) 


FHjC-, 


g) 


FjHC-, 


h) 


(Cj-C5)cycloalkyl, or 


i) 


CNCHj-. 



wherein R is 

a) alkylCi-C^, 

b) -CHaCl 

c) -CH2CH=CH2, 

d) aryl, or 

e) -CH^CN; 

wherein R*" and R"^ are independently 

a) H-, 

b) CH3-; or 
wherein R*** is 

a) H-, 

b) CH3O-CH1O-CH2-, or 

c) HOCHj-; 
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wherein R'" is 



a) CH3-. 

b) HOCH2-. 

0 (CH3)2N-phenyl, or 

d) (CH3)2N-CH2-; 

wherein R"* is 

a) H0-. 

b) CH,0., 

c) H^-, 

d) CH,0-aO)-0-. 

e) CH,-aO)-O.CH2-C(0)-0-, 

0 phenyl-CH2-0-CH2-C(0)-0-. 

g) HO-CCHjVO-. 

h) CH30-CH2-0-(CHj)2-0-. or 

i) CH30-CHj-0-;wherein R'" is 

a) CH3-, 

b) HOCH2-, 

c) (CK3)2N-phenyl, or 

d) (CH3)2N-CH2-; 
wherein R"* is 

a) H-. or 

b) C1-; 
wherein R"^ is 

a) HO- 

b) CH3O-. or 

c) F; 

wherein R^^* and R«» are each H or alkyl C.-C, or and R»» taken together with 
the nitrogen atom to which each is attached form a monocyclic heterocyclic ring 
having firom 3 to 6 carbon atoms; 

B is an unsaturated 4.atom linker having one nitrogen and three, carbons; 
Mis 
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a) H, 

b) C,^ alkyl, 

c) Cg^ cycloaU^l, 

d) -(CH2)„OR,3, or 

e) -(CH2),-NR,jR22; 

a) O, 

b) S. or 

c) NM; 

a) CH, 

b) N, or 

c) S or O when Z is NM; 



a) 


H. 


b) 


F, , 


c) 


CI. 


d) 


Br, 


e) 


C,^ alkyl, or 


f) 




a) 


H. 


b) 


-CN, 


c) 


OR27. 


d) 


halo. 


e) 




f) 


tetrazoyl. 


g) 


-SH, 


h) 


-S(=0)iR«. 



-S(=0VN=S(0)^RsR6» 
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j) -SC(=0)R7, 

k) -C(=0)R2s. 

1) -C(=0)NR2,R28. 

m) -C(=NIl23)R2s, 

n) -C(RjsXE28>-OR„, 

o) -C(R25XR28)-OC(=0)Ru, 

p) -Cai^sXORj^HCH^VNRiTl^. 

q) -NI^Rj3, 

r) -N(R2,)C(=0)R„ 

. 6) -N(R„)-S(=0)iR„ 

t) -C(ORi,XORi6)R28, 

U) -C(R25XRi6)-NR27R26. Or 

v) C,^ alkyl substituted with one or more halos, OH, =0 other than at 
alpha position, -S(=0)iR„, -NRjtRm. alkenyl, C^^ alkynyl, or 
C„ cycloalkyl; 

Rt, R?! Ri3i Ris, Ri6i and R„ are the same as defined above; 

R^ is 

a) H, 

b) Cn alkyl optionally substituted with one or more halos, C„ 
cycloalkyl, C,^ alkyl substituted with one or more of -S(=0),R„, 

-OR,,, or Oa=0)R„. NR„Rm, or 

c) C„ alkenyl optionally substituted with CHO, or COgR,,; 

R^ is 

a) R28, or 

b) NR^^N^; 

R27 and R^g at each occurrence are the same or different and are 

a) H. 

b) C,^ alkyl, 

c) cycloalkyl, 

d) -{CH,)„OR„. 
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e) -(CHjVNRjjR^j, or 

0 and taken together are -(CHa)jO(CH2)2-, -<CH2)hCH(COR7)-, 

or -(C¥L,)^iCK,\CR,y, 



R29 is 



a) -NR„Rj3, 

b) -OR27 or 

c) -NHC(=0)R28; 
wherein R30 is 

a) H, 

b) Ci^ alkyl optionally substituted with one or more halos, or 

c) Ci^ all^l optionally substituted with one or more OH, or C„ alkoxy, 
wherein E is 

a) NR39, 

b) -S(=0)i. or 

c) O; 



Ragis 



Raais 



a) H, 

b) C,^ alkyl, 

c) -(CHjVaiyl, or 

d) halo; 

a) H. 

b) C,^ alkyl optionally substituted with one or more OH, halo, or -CN, 

c) -{CH^Vaiyl, 

d) -COjR^, 



e) -COR4,. 

f) -G(=OHCH,),-C(«=0)R«. 

g) -S(=0),-C,< alkyl. 

h) -S(=0)j-(CH2),-aryl. or 

i) -<C=0)j-Het; 
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R,ois 

a) H. 

b) C,^ allq^l optionally substituted with one or more OH, halo, or -CN, 

c) -<CH2Varyl. or 

d) -(CHaVOR«; 

R41 is 

a) C„ alkyl optionally substituted with one or more OH, halo, or -CN, 

b) -(CHaVaiyl. or 

c) -(CH2),-OR<2; 

R«is 

a) H. 

b) Ci^ alkyl, 

c) -(CHaVaiyU or 

d) -C(=0)-C« allqrl; 

aiyl is 

a) phenyl, 

b) pyiidyl, or 

c) napthyl; a, to c optionally substituted with one or more halo, -CN, OH, 
SH, Cj^ allqrl, C,^ sJkaxy, or C« alkylthio; 

wherein R43 is 

a) H. 

b) Ci.j alkyl, 

c) F, or 

d) OH; 



R^is 



a) H, 

b) CF„ 

c) C,j alkyl optionally substituted with one or more halo, 

d) phenyl optionally substituted with one or more halo. 
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e) R« and R« taken together are a 5-, 6-, or 7-membered ring of the 
formula. 



or 



0 R,^ and R^^ taken together are -(CHj^-, when R^g is an electron- 
withdrawing group;^ 
R45 and R^g at each occurrence are the same or different and are 

a) an electron-withdrawing group, 

b) H. 

c) CF3, 

d) Cj^ alkyl optionally substituted with one halo, 

e) phenyl, provided at least one of or R^ is an electron-withdrawing 
group, or 

f) R^ and R^ taken together are a 5-, 6-, 7-inembered ring of the formula 



U ^ 



Uis 

a) CHj, 

b) O. 

c) S, or 

d) NR„; 
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a) H, or 

b) C,^ alkyl; 
wherein R^g is 



a) carboxyl, 

b) halo, 
0 -CN, 

d) mercapto, 

e) formyl, 
0 CF,. 

g) -NO,. 

h) Ci^ alkoxy, 

i) Ci^ alkoxycarbonyl, 
j) Ci< alkythio, 

k) acyl, 
, 1) -NR,s Rso. 

m) alkyl optionally substituted with OH, C,.s alkoxy, C,.s acyl, or 

-NR«R«,. 

n) alkenylphenyl optionally substituted with one or two Rj,, 

o) phenyl optionally substituted with one or two Rj,, 

p) a 5-, or 6-membered (un)saturated heterocyclic moiety having one to 

three atoms selected from the group consisting of S, N, and O, 

optionally substituted with one or two R^i, or 



q) 



R^g and at each occurrence are the same or different and are 

a) H, 

b) Ci^alkyU 

c) cycloalkyl, or 
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d) and Rgg taken together wiUi the nitrogen atom is a 5-, 6- 

membered satxirated heterocyclic moiety which optionally has a 
further hetero atom selected from the group consisting of S, N, and O, 
and can in turn be optionally substituted with, including on the 
further nitrogen atom, Cj^ all^l, or C^^ acyl; 

Rjiis 

a) carboxyl, 

b) halo, 

c) -CN, 

d) mercapto, 

e) formyl, 

f) CF3, 

g) -NO2, 

h) Cj^ alkozy, 

i) alkoxycarbonyl, 
j) Ci< alkythio, 

k) C„acyl, 

1) C„ alkyl optionally substituted with OH, Cj^ alkozy, C„ acyl, or 

m) phenyl, 

n) -C(=0)NR52 Ry. 

o) -NR^Rso. 

p) -NCRsjX-SO^R^), 

q) -S02-NRs,Rs3. or 

r) -S(=0)iR^; 

R52 and at each occurrence are the same or different and are 

a) H, 

b) C,^ alkyl, or 

c) phenyl; 
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a) C,^ alkyl, or 

b) phenyl optionally substituted with Cj^ alkyl; 
wherein is 

a) carboxyl, 

b) halo, 

c) -CN, 

d) mercapto, 

e) formyl, 
CF,. 

g) -NO2, 

h) alko3cy, 

i) C,^ alkoxycarbonyl, 
j) C,^i alkythio 

k) C,^ acyl, 
1) -NR« Rs,. 

m) C,^ alkyl optionally substituted with OH, C,^ alkoxy, C,^ &cy\, or 

n) , Cj^ alkenylphenyl optionally subistituted with one or two Rgg, 

o) phenyl optionally substituted with one or two Rjj, 

p) a 5- or 6-membered (un)saturated heterocyclic moiety having one to 

three atoms selected from the group consisting of S, N, and O, 

optionally substituted with one or two R^g, or 



q) 




Rs« and Rj, at each occurrence are the same or different and are 

a) H. 

b) formyl. 
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c) Ci^alkyl, 

d) Cm a<yl, 

e) phenyl, 

f) Cj^ cycloallQrl, or 

g) Rgg and taken together with the nitrogen atom is a 5-, 6- 
membered saturated heterocyclic moiety which optionally has a 
further hetero atom selected from the group consisting of S, N, and O, 
and can in turn be optionally substituted with, including on the 
further nitrogen atom, phenyl, pyrimidyl, alkyl, or C,^ acyl; 

Rjgis 

a) carfooscyl, 

b) halo, 
0 -CN, 

d) mercapto, 

e) formyl, 

f) CF„ 

g) -NO,, 

h) C„ alkoxy, 

i) alkoxycarfoonyl, 
j) allgrthio, 

k) acyl, 
1) phenyl, 

m) C,^ allqrl optionally substituted with OH, azido, Cj^ alkoxy, C,^ 
acyl, -NRssRss, -SR^, -O-SOjBgg. or 




NH-CO-O- 



n) -a=0)NR« B^, 

o) -NR«jR57, 

p) -N(R«X-S02R„), 



FORM PTORSP 
Rev. 5/1999 



PATENT/ Docket No. 6267.N 
Serial No. 09/836.804 
Page 26 



q) -S0,-NR5flR«, 

r) -S(=0),R«, 

8) -CH=N-Rsi, or 

t) -CH(0H)-S03R«,; 
is the same as defined above; 

Rs3 and R^o at each occurrence are the same or different and are 

a) H. 

b) C„ alkyl, 

c) phenyl, or 

d) tolyl; 

a) OH. 

b) benzylojcy, 

c) -NH-C(=0)-NH2, 

d) -NH-C(=S)-NH2, or 

e) -NH-a=NH>-NK«2R«; 

and R«3 at each occurrence are the same or difTerent and are 

a) H, or 

b) alkyl optionally substituted with phenyl or pyridyl; 

R«is 

a) H,oT 

b) a sodium ion; 

R«j and Rss at each occurrence are the same or different and are 

a) H. 

b) formyl, 

c) Cj^allgrl, 

d) Cj^acyl, 

e) phenyl, 

f) C« cydoalkyl, 
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R«i8 



g) and R« taken together are a 5-, 6-membered saturated heterocyclic 
moiety having one to three atoms selected from the group consisting of 
S, N, and O, optionally substituted with, including on the nitrogen 
atom, phenyl, pyrimidyl, C,j alkyl, or C,j acyl, 

h) -PCOXOR^oKOR,,), or 

i) SO^Kn; 



f . (CH,),C-^S-^ 

CH , 



N 



N . Of — N 

CH3 CH3 



Rea is C„ allgrl; 
Res is 

a) alkoxycarbonyl, or 

b) carboxyl; 

R70 and R7, at each occurrence are the same or different and are 

a) H, or 

b) C,^ alkyl; 
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a) methyl, 

b) phenyl, or 

c) tolyl; 
wherein K is 

a) O, or 

b) S; 

R73, R,5, R^g, and R77 at each occurrence are the same or different and are 

a) H, 

b) carboxyl, 

c) halo, 

d) -CN, 

e) mercapto, 

f) formyl, 

g) CF3, 

h) .NO,, 

i) Cj^ alkojgr, 

j) Ci^ alkojgrcarbonyl, 
k) Cj^ alkythio, 
1) acyl, 
m) R,3, 

n) alkyl optionally substituted with OH, alkoxy, C^^ acyl, 

-NR^gRTg, -NCphenylKCH^-CHj-OH), -O-CHCCHaXOCHjCHj), or 
-0.phenyl-lpara-NHa=0)CH3], 

o) alkenylphenyl optionally substituted with R^^, 

p) phenyl optionally substituted with Rgi, or 

q) a 6-, or 6-membered (un)saturated heterocycUc moiety having one to 
three aton:is selected finom the group consisting of S, N, and O, 
optionally substituted with R^^; 
Rji is the same as de5ned above; 
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R78 and R„ at each occurrence are the same or different and are 

a) H, 

b) Ci^alkyl, 

c) phenyl, or 

d) Ryg and R73 taken together with the nitrogen atom is a 5-, 6- 
membered saturated heterocyclic moiety which optionally has a 
further hetero atom selected from the group consisting of S, N, and O, 
and can in turn be optioncilly substituted with, including on the 
further nitrogen atom, C^^ alkyl, or Cj^ acyl; 

wherein T is 

a) O, 

b) S. or 

c) SO2; 

R/Sf 1^61 R77 are the same as defined above; 
Rsois 

a) H, 

b) formyl, 

c) carbo^g^l, 

d) Cj^ alkoxycarbonyl, 

e) alkyl, 

f) C„ alkenyl, 

wherein the substituents (e) and (0 can be optionally substituted with 
OH. halo, Ci^ alkoxy, C^^ acyl. C,^ alkylthio or C^^ 
alkoxycarbonyl, or phenyl optionally substituted with halo, 

g) an aromatic moiety having 6 to 10 carbon atoms optionally substituted 
with carboxyl, halo, -CN, formyl, CF3, -NO^. C,^ alkyl, C^^ alkoxy. 

acyl, Cj^ alkylthio, or C^^ alkoxycarbonyl; 

h) -NR^.Rsj, 

i) ORso, 

j) -S(=0VR3x, 

k) -S0j-N(R32XR93). or 

1) a radical of the following formulas: 
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Rgi and Rgj at each occurrence are the same or different and are 
a) H, 

cycloalkyl, 

c) phenyl, 

d) Ci^ acyl, 

e) alkyl optionally substituted with OH, Cj^ alkoi^ which can be 
substituted with OH, a 5-, or 6-niembered aromatic heterocycUc 
moiety having one to three atoms selected &om the group consisting of 
S, N, and O, phenyl optionally substituted with OH, CF3, halo, -NOj, 
Ci^ alkojgr, -NRgjRg^, or 



Vis 




« Res .or 

^ — CH— 



V ,N-(CH2),- 



a) O. 



b) CHj, or 

c) nRst: 

R33 and R,4 at each occurrence are the same or different and are 

a) H. or 

b) C,^ alkyl; 
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Rgs is 

a) OH. 

b) C,^ alkoxy, or 

c) -NRbs Hss; 

Rs6 is 

a) H, or 

b) Cj.7 alkyl optionally substituted with indolyl, OH, mercaptyl, 
imidazoly, methylthio, amino, phenyl optionally substituted with OH, 
-a=0)-NH2, -COjH. or -C<=NH)-NH2; 

a) H, 

b) phenyl, or 

c) allqrl optionally substituted by OH; 

Rga and Egg at each occurrence are the same or different and are 

a) H. 

b) alkyl 

Cg_5 cycloalky, or 

d) phenyl; 

Rgois 

a) aSkyl optionally substituted with C^^ alkoxy or 0^^ hydroiy, 
cycloalkyl, a 6-menibered aromatic optionally benzo-fused 

heterocycUc moiety having one to three nitrogen atoms, which can in 
turn be substituted with one or two -NO2, CF3, halo, -ON, OH, C,^ 
alkyl, Ci^ alkoxy, or acyl; 

b) /-A 



c) phenyl, or 

d) pyridyl; 
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a) Cj.ia alkyl, 

b) C2.XS alkenyl, 

wherein the substituents (a) and (b) can be optionally substituted with 

alkoxycarbonyl, or a 5-, 6-, 7-membered aromatic heterocyclic 
moiety having one to three atoms selected from the group consisting of 
N, and O, 

c) an aromatic moiety having 6 to 10 carbon atoms, or 

d) a 5-, 6-, 7-membered aromatic heterocyclic moiety having one to three 
atoms selected firom the group consisting of S, N, and O, 

wherein the substituents (c) and (d) can be optionally substituted with 
carboxyl, halo, -CN, formyl, CF3, -NO^, C^^ alkyl, C^^ alkoxy, C^^ 
acyU alkylthio, or alkoxycarbonyl; 
R92 and R93 at each occurrence are the same or different and are 

a) H, 

b) phenyl, 

c) alkyl, or 

d) benzyl; 

and Rgj at each occurrence are the same or different and are 

a) H, 

b) OH, . 

c) alkyl optionally substituted with -NRgj R^, or 

d) and taken together are =0; 

a) an aromatic moiety having 6 to 10 carbon atoms, 

b) a 5-, or 6-membered aromatic optionally benzo-fused 

heterocyclic moiety having one to three atoms selected from the group 
consisting of S, N, and O, 

wherein the substituents (a) and (b) which can in turn be substituted 
with one or three CF3, halo, -CN, OH. phenyl, C^^ alkyl, C^^ 
alkoxy, or C^^ acyl, 
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c) 



morpholinyl, 
OH, 

alkoxy, 
-NR«3R^, 
-a=0)-R^, or 



d) 



e) 



g) 



h) 



< 




R97 is 



a) morpholinyl, 

b) OH, or 

c) alkoxy; 
h is 1, 2, or 3; 

i is 0, 1, or 2; 

j is 0 or 1; 

k is 3, 4, or 5; 

1 is 2 or 3; 

m is 4 or 5; 

n is 0, 1, 2, 3, 4, or 6; 

p is 0, 1, 2, 3, 4, or 5; with the proviso that n and p together are 1, 2, 3, 4, or 5; 

q is 1, 2, 3, or 4; 

r is 2, 3, or 4; 

t is 0, 1, 2, 3, 4, 5, or 6; 

u is 1 or 2; 

w is 0, 1, 2, or 3. 
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7. (Twice Amended) A method of treating osteoporosis or bone resorption in a 
vertetoate mammal in need thereof conq)rising the administering to the vertebrate mammal an 
effective amount of a conpoiind of formula . 




(II) 



wherein Zz is -O2S-. -0-, -N(R*°')-, -OS-, or -S-; 
wisO, 1,2, or 3; 

and R" are the same or different and can be H or F; and 

R*isH,NH2,NHaIkyK:,-C4;N(aIkylC,-Q)2; -^^^ . 

alkylC,-Q; OalkylC,-C4; SalkylC-CU; aDcylC-Q substituted with 1-3F, 1-2CI 
CN, or -COOalkylCi-Q, or cycloalkyiCs-Ce, wherein in each 
occiurence of the alkyl group may be straight or branched; and 



R'^^is 




a) 


R'°^0-C(R"°)(R'")-C(0)-, 


b) 


R""0-C(0)-. 


c) 


R'°'-C(0)-. 


d) 


R'^'-SOz-, 


e) 


NC-CH2-. 


f) 


FCHCH2-. or 


g) 


R'^R'^NSO:.; 
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wherein R"" is H. CHj-. phcnyl-CH:-. or CHjCCO); each of R"° and R'" is 
selected from H or CH3: R'°' is alkylC,-C, or phenyl; R'°* is H, alkylC,-0. 
aryl(CH2)o.5. CNCH2-. CICH2-. CI2HC-. FH2C-, F2HC-, or cycloalkylCj-Q; 
R'^° and R'^' are the same or different and are selected from H, alkylCrC4, or 
R*^° and R*^' taken together with the nitrogen to which each is attached forms 
a monocyclic heterocyclic ring having from 3 to 6 carbon atoms. 
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